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H 3 C ^^^^ H (II) 



4, «lgR*J5* l Jff3*Wft^». &#tiE£^: 0ri&£ (I) (ID 
6> 1 0f&A«j{fc£4&. KIME^^i (I) fls^ttSfc* (ID 

8,-*MW# 5-¥^S-2-[(s)-(4-^M-3,5--¥S-2-«*¥g)«@IS] 
l*^#[4,5-b]mt^6?I^, ^2-(4-?fLS-3,5-Zl?S-2-ntt^S¥gSS) -5-¥ 



02117637.X j£| % $ % ^2/235 

t*H#[4, 5-b]l4tlftM^rfe. SUA CBHI-Silica *73H£&#, NaH 2 P0< (pH4)/CH,CN (1:1) 
[4, 5-b] S a W J^tt . 

t 



02ii7637.x i# R/j # m/m 

h + /k + -atp mwfflM, wm^MfflfflM (ppi) &-%$imfaitownwtfrmfamto. 

(1991 ^±7tJX (1994 ^±rtJ) aSfJRftP* (1997 *p±Tfr). 5-?&g 

-2-[ (4-¥*CH-3, 5--^S-2-Ptt^S¥S)M^m^]«*n*^[4, 5-b]PttB$^-#^ 

&«'jfi r/r-ATP ntommfcfr&m, 5n&m*tt&ft\m* t tt&*wtoM ■ 

#£HJift g W*tmt-ft^Wtta h + /k + -atp RfflJftJ^fiMfc«*. 
R-««B«l#«HfcflgC (II) ft^2Uti*ft#lfcftlfc. 



CH 3 




02117637.X 



tit m =fS 



*S^1g\MM&L&, $n^-^m&, M^HZLJgc^Wlfc; &W-^14&gM7&jfc 

HMRT^KJn^a. &£MJbj»WJ : F'&M« XJtftttMt (inane 

®> M&$> fim. MM). MM. MM. MMMMMJMMi JSI&MttMMM. 
-^Wm^m, J0Z.M. ¥M, 3*®, ^JH®, M&MMftMMJE? 

-WJ# 5-f|i-2-[.(s)-(4-f||-3, 5-r^S-2-PH:^g¥g)3E^m®] 



5- ¥ ft£-2-[ (R) - (4-¥itS-3, 5-- ?S-2-Plte$S ¥31) 
*M^[4,5-b]lttlJlW*fe. *WaHB4«J*jW«fI@^aiR (CBHI-Silica) 

NaH 2 PO« (pH4)/CH,CN (UDftmmttfrWHI&fa 5-¥*UHH (4-¥fc*- 
3, 5-- ¥*-2-Pit^¥S)3E^^S]l*^C4, 5-bM(gftPJBMj*4&. 

ft±aS«#^Ttt+. iIM2-(4-¥ftg-3,5--¥S-2-P«:l!$S¥^S) -5-¥ft 




a 



C1 ^N^C1 
(2) 




(3) 



(4) 



(5) 



e 
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m m3/6jji 




(7) (8) 

£±*&&J$^, a: HNOj, H 2 S0 4 ; b: NH,/ CaHsOH; c: NaOCH, /THF; d: H 2 /*fc& 
/THF; es fiNIRSW/ CHsOHs f: 2-&¥g-4 -¥ftS"3, 5-~ ?£lftl&ttfKtt4ft, NaOH 
/GHsOHs g: #?5fc3£tfc #ffi^ilMMfc%. (-)-D-TOtt-Z.BI,DIEA. 

h+/k+atph, nrnftwrnmrnnum, ®mim%m&j£ft®%mm?m® 
&&&m¥iRWftMttmmM> mmm> mum* &mm* ®mm> 

±3*»*Wffl»-JRA«^ l-100mg/kg ft®. 

sfcjfifcl K*!J# 5-?^S-2-[(s)-(4-?fCS-3, 5--EP^-2-Ptfcl£gE]3g)3E€Bfc 
S3«^[4,5-b]PttB$ 

Is $13- 3-5SS-2, ;-6--ttttlfc 

250ml ftlA£fflfflK30ml, W*§i<HPT, flnA2, 6- -ft 

48) 20ml , SftUfflJKffi 60*C(UT. ftUtt^, 1 'Mtf, A&JSttft 

fti&lij i40'C&j&, M#5/Mtt, &MM#rM^IIC*4MZ5W. ^*Pii&> &B1iH 

¥ tik&nn&m&.mEfommmikft&&®i*3-mm-2, -6-- mm iog.^76. 7 

%, m. p. 61-62*0. 

2. $ m 2-%.m-3-mm-6-m.vm 
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» 



» 



02117637.X $ m W 

ApA 3-^-2, 6--*ntt?£ 20g, ift#£j 30 $mjg , W@##r 

m, 3 lias, &&&*, n*JizjHfc*3&, /stmju 

9c, *Tf*H#. &BttJft23fttt9lJg, «A2ft*fMRW*4», ft*, ttlHJh, 

HfeH# 2-M^-3-^S-6-^n«;iS 15. 5g, 86. 1%, m. p. 196. 5-197X3 . 

s iooomi tfy=mm&ti&fc+, iaxm^m 450ml, m^t^pa 2-^-3-^g 

-6-&Ptfci& 82g, ^JpA¥»«. tt&tfffiSflfc&dc&lfe. ^iPA¥»«40g. JlP^, 

Sfi8#0.5<NltJg f ttttfl-i&lel*3/W. #g#ip, ft*, @#ffl0£LBfcifc&& 
3&, #*M5fe 3 ftftgEfeHft. 0Mn#$*M2fc*S, ?HPB$A**XWE#0rtiJ, 

ft*#7jt&. #f#0#65.Og, /^81.5%, m. p. 213-6 *C 0 

2-«£-3-*g£-6-¥fc*lttl£ lOOg, 1000ml, ^/g$ lOOg, £20*^ 

ffiT. 5IMM^«SiL^±, ^4P, ii*. ttm£&tttttt80g. 

5^ $J& 2H»*-5-¥|Ufe-3H-l*l4^[4, 5-bMl£ 

£ 250ml ^^GHE^^^ , *P A 2, 3- -^S-6-?fCSntfcli$ 47. 5g, lOOg, 
ZM 600ml. £«tf&80-90TC|ll*3/NltJg, Wltil^, iW*Z,tt 
&tffcMPH3-4, Mil*, «C7X^, HrHf@#38g, ^61.8%. m.p. 235-7'C. 
7Gj&##T CMOS it JUS: C 46.67% H 3.33% N 23.33% SI 7. 78% , $fl£{t: C 
46. 52% H 3. 21% N 23. 44% S 17. 82%. 

6> 2-(4-¥&g-3,5--¥g-2-Pltl&g¥§!tg) -5-¥*t*-3H-l*lft^ 

[4, 5-b] BttB$ 

£ 1000ml H^®/&&}|E4> , ABA 2-3ftg-5-EP&*-3H-IJM#[4, S-WHtlJfc 26g, 
300ml, 7X30ml, fifWfcfll 10. 4g, ftK^iPM 10X3 UTF, j)PA 2-^^g-4 
«-3,5--«ltt!£ttHiM&32g, 30#$|>J§, *hjbn&#Ufc$ 2g, Z,»75ml, ^ 

$#2<M#, £i&#:gft&, jbP7jc*m#j5, JpftK^^tfrdlS'f*, £Ctir;£ifc, WfflJfB 

m^TK^Fftft*. a£7K5fc««T«fc- ft*. WMG&Wkm, zMm.&&, n& 

48 g, m.p. 156~8X:. MS (FAB) 330. 9(M+H) + 7tMftffi CHiAObS it^{&: C 
58. 38% H 5. 45% N 16. 97% S 9. 7%, N&4ti C 58. 32% H 5. 36% N 16. 88% S 9. 81%. 
7, #J# 5-^F^S-2-[(s)-(4-ffCS-3,5--^S-2-PH:l^SfS)3E«S]iP|t 

P*#[4,5-bJPfcP£ 

4 iooomi JraA 2-(4-?^S-3,5-ZlfS-2-PH:^S¥^S) 



I 



02117637.X 



ltt W # l^5/6M 



iKK^ZJ&lg, DIEA 2g, &#10ml. &fi 3 <Ntf. m^4&ft^&$J&&£g&Jg#r 
5-¥ftg-2-[(s)-(4-f ftS-3,5-~¥S-2-P»^f ^)3E55tm^]m|e^^ 
[4, 5-b] BltBS 3g,/ £c ^71.53%.m.p. 170-2 "CMS (FAB) 347.2 (M+H)\7nSI##r C 14 H ie N 4 0 3 S 
iHttt:C 55. 49% H 5. 20% N16.24% S 9. 25%, JN&ift: C 55. 43% H 5. 13% N 16. 24% 
S 9. 32%. ff&ftffltettiaife. 

2, #J# 5-¥^S-2-[(R)-(4-^^-3,5-r^S-2-PH;^S¥S)M^ 
mg]l«#[4, 5-bMBS! 

£ 250ml =3$ ^ » #P Am&2- (4-¥^,S-3, 5- ~ ¥g-2-Rtfcl$tg TOS) 

-5-?fCS-3H-l*^[4,5-b]PltiS l.Og, 100ml, #iPM Q'CJB, ;!jRA|B]&i3t& 

;£¥$?0.76g, *JR^, M#&&0.5<hEtf. $®^7K*M&&, Tflfc, $fc*§, ffli 

KZ»IB£Sf^^tgJH# 0.8g, 76.3%, m. p. 173-4X3. &±&*8SI#iift, «j# 

feittt, UlCHBI-Silica^^ttttft, Mr&$(PH=4)/ZJf (1: 1) *>«J*B, # 

&*#||J 5-^itS-2-[(R)-(4-?M~3,5-nf^-2-nH:®s?*)3E«lBtS]i*^ 

[4, 5-bMe£ 0. 3g, ^ 37. 5%, m. p. 173-4X3. 7G3tt##T C„H 18 N 4 03S it#{|:C 55. 49% 



H 5. 20% N 16. 24% S 9. 25%, $!l£{6: C 55. 35 % H 5. 13% N 16. 24% S9. 32%. 

SMSMft^W 200-400ug H + /K + ATP M&}®%L*, H7K+ATP HM^StH^, 
ajim-a-MgClzSJKCl^^iiSm^, ^BflPHtf^JTSS 37X3*g# 15-30 

ft®, mmt^mi^mm^Mmm^mm, h + /k + atp ssitt*££. £ji 
gftmtihtt h + /k + atp na^j^, ^(n)tt,^^ h + /k + atp m^mm^n^^ 

% i : *%Wtt>£y>Jtt h7k + atp SIW»j^m ( i x io-'m) 
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^ (i) fk^ft 
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m 45 me/6M 



HttWistar:kR, mi50g, 8 J^.-^R^Mr-Kfe. !Ullllftl**fl&£ftl!£ 
80mg/kg, MUIin. 6Mg, 0.2N fliffifc, 





ED 50 (mg/kg) 




28.0 




6.6 




7.5 




7.0 



